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Abstract of JP63295588 

NEW MATERIALA compound expressed by formula I (R<1> and R<2> are H, methyl, nitro, etc.; R<3> 
is H, CI, lower alkanoyl, etc.; X is hydroxy methyl, formyl, carboxyl, etc.; Y is OH, lower alkanoyloxy, 
carbamoyloxy, etc., provided that at least one of R<1>-R<3> is a group other than H when X is 
hydroxymethyl, carboxyl, etc.) and salt thereof. USE:An antiallergic agent, antithrombotic agent, anti- 
inflammatory agent, antitumor agent, etc., having powerful inhibitory activity against C-kinase. 
PREPARATIONS raw material compound expressed by formula II, such as a physiologically active 
substance K-252, is reacted with a nitrating agent (e.g. nitronium tetrafluoroborate) in an amount of 1- 
1.1 equiv. based on the above- mentioned compound in an inert solvent, such as sulfolane, at room 
temperature - 80 deg.C for 1-2hr to afford the aimed compound expressed by formula I (R<1> or R<2> 
or both are nitro). 
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*»w 1 

*SW 9 -C&t,tlZ<l&to i (ffl-1 ; X=CO,Me. 
Y=OAc. R'=Ac) 5. 5 1 g( 1 0 oool) * X )V * y > 
100 BiUit;7ao,t;l/A5 0 « £ IC » L . 
- V n - * ^ r h 77^to,fu - y 2, 8 g 
( 1 0. 5 nmol) *Jo*., 8 OtCTZ P*RfljD& L 
tz a 9 o a *^A^»ffT®£ft, * 2 0 Oai 

»LT, lO-Pr*?*-^ \ oi* (I -l-l; 
I=CO,Me. Y=0Ac. R»=Ac) £ N, 0- i> T -fc JU - i> 
d-l-l" ; X=CO,Me. Y=0Ac, R a =Ac) t 

±KS£fc*0MP 2 5 0 onc*#L> 1 Ott 

* 7 A? o t h 7 .< - (fttflfttt; ?uu* 

^A) CT«S» ? o a *n,i>- x - -f 

fit (£lTO*tt«IC*^TSISfllCJSIt4 23b 
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-C3ISIiL<fc6t!5 U l.74g (3 0%) 
* op. > 3 0 0 T:0«feJtttl&t LtUfc. 
<fc&& 2 . 0. 5 9 g ( 1 0 96) * op. > 3 0 0 t 

<fc&«5 1 : NMR(C0C J .)*; 1.79(8, 3H). 2.12 
(dd, 1H, J«5, MHz). 2. 28(s, 3H). 2.83(s. 3H). 
3.9B(dd. IH.J=7. 14Hz), 4.03<s,3H). 5.36(s,2H), 
6.83-7. 10 (a. 2H). 7. 23-7. 66 (o, 3H), 7. 93 (dd. IH, 
J=2. 8Hz). 8. 60(dd.lH. J=2. 8Hz), 8. 54 (d. IK. J= 
2Hz) 

MS(o/e) ; 5 6 7 (H+l) 

ft£&2: NHRttDC* ,)6 ; 1.74(8, 3H), 2.08 
(dd.lH.Js5.8Hi). 2.15(s,3H) r 2. 71 (s. 3H). 3.83 
(dd, 1H.J-T.14Hi), 3.93(a.3H). 5. 00(br. s. 4H). 
5.32(s.2H). 6. 80-7. 20<o f 3H), 7. 28 (br. a. 1H). 

7. 67(d, IH. J=8Hz). 7. 70 (d. 1H. J=8Hz), 8.33(d. 
1H. J-2Hz) 

MS(o/e) ; 5 8 2 (H+l) 
HJfcW 2 

il&til Is 7 0 0 « (1. 2 2 oool) * *J 9 o o > 

4.96(br.s,2H). 8. 48-7. 16 (o. 3H> . 7.24(d.iH.J= 
2Hz), 7. 64(d. 1H. J=2Hz), 7. 72 (d, IH, J»2Hz) . 

8. 62(d. 1H. J=2Hz) 
MSOn/e) ; 4 9 8 (1*1) 

^ffiW 4 

<t£1fc 3 , 1 5 5 ok (0. 3 oool) * > 9 J - * 
3««*JitfTHP 3 »J<DS£fcac»tf 3 5 
«**AT^fbK*mi o£j(lD^,0^-C 
'/7/**|fc*^IthHA (0, 3 oool) *flD 
X.mST 1 B*Htt#Lfco I 0 96*«**an;l 

V 9 7 A ? a t h ^5 7 4 - (5 
96> * J - >\>/9 o o T«fiL, 7oo 

*jtA-x-f ^-^ 9 J - JUTHIga LT> ft 
5 . 50ig (3 1 96) * op. > 3 0 0 t 0& 

NUR (DMSO-d •) <5 ; 2. 03 (dd, 1H, J=5, MHz), 2.16 
(8.3H). 3. 20-3. 50(1H), 3.40(6H). 3.93(s.3H). 
5. OKd. IH, JM7), 5.07(d. IH, J=17Hz). 7.22<dd, 



WBI0363-295588 (22) 

^3 5 oilC«»L, 28»tMn/f f 
- Y /* 9 / of (6. loool) *ftJ 

7 4- ( 7 o o * A / > ? ,/ - ;i> / DMF 80: 
1 0 : 1 0) ICTWKtiK 9 * * * ju a - x - f 
iuriH»a*f?«^, tt£fc3> 5 0 7og(8 096) 

* op. > 3 0 0 t©»fe*t#&<»: LtH/:, 

NMR (0MS0-d)6* : 2.09<dd, IH, J=5. 14Hz). 2.18 
(s,3H). 3. 44 (dd, IH, J=7, MHz). 3. 96 (a. 3H). 
5. 09(8. 2H). 6. 48(8. IH). 7. 24 (dd. IH, J=5. 7Hz) . 
7. 18-7.71(0. 3H), 7, 74-8. 24 (o. 3H). 8.77(s. 1H). 
9. 30(d, lH.J=2Hz) 

HS(o/e) ; 4 8 3 (M*l) 

sin m 3 

nmm2 t^mo^m*. <b^«52, iso« 

(0. 2 6 oool) 9 > <t£fc 4 , 5 3 ig ( 4 1 %) 

* op. > 3 0 0 t LTflfco 

NMR (DHSO-d)d ; 1. 93 (dd. IH. J=5, 14Hz) , 2.10 
(s. 3H). 3. 36(dd. IH.J=7. 14Hz) t 3. 94(s. 3H). 

IH. J=5.7Hz). 7. 36-7. 53(o, 2H). 7. 90-8. 15 (o, 4H) . 
8.75(8. IH),- 9. 44(9. IH) 
HS(o/e) ; 5 1 0 (M+> 
fgffift 5 

n»w 4 t^mo^mv. il&tot, 1 4 0 og 

(0. 3 7o»ol) *£VT± Y T)\,<f* K0. 1 7o£ 
X 0 > il&mSs 3 8 og ( 2 4 96) * op. > 3 0 0 

NHS (DHS0-d») <J ; 1. 10U.6H. J-7Ht), 2. 10 (dd, 
IH. JM..3. 13.3Hz), 2. 15(8, 3H). 3. 50-3. 90<m. 4H). 
3.93(s,3H). 5. 02-5. 08 (o, 2H), 6. 42(s. IH). 
7. 24-7. 26 (o, IH), 7. 39 (t, IH, J=7Hz) , 7. 52 (t, IH. 
J=7Hz). 7.90-8.22 (o, 4H>, 8. 75 (br. s. IH) . 9. 40 
(br.s. IH) 

HS(o/e) ; 5 3 9 
«»W 6 

<fc£«5K I. 8 g (3. 1 oool) * f 'J v 5 0 n t 
te7kft«3 n i (3 loool) *1ML 

»K?ou**A*jto;l 5 96«H*fc«* fc*afc 



-896- 



7 „ 1. 7 g ( 9 0 %) * op. > 3 0 0 

NUR (OMSO-df ) 8 ;1.70<b.3H), 2.0-2.36(18), 
2.10(s.3H), 2.2K8.3H). 2.64<b.3H). 3.76-4.04 
(1H). 3. 96(8. 3H). 5.43U.2H). 7. 29 (dd, IH. J=6. 
8Hz), 7. 53(d, IH. J=8Hz), T. 63(d. IK. J-8Hs) s 
7.90-8. 20 (a. 4H). 9. M (s. 1H). 10. 12 U, 1H) 

HS(o/e) ; 5 6 7 U*-Ac*I) 
7 

-Cit&tiilsQ. 7 g ( 1. I 5 oool) *f) % <t6t» 8 . 
0. 4 3 g ( 7 1. 3 %) * op. > 3 0 0 t ( br «J i> 
v - 9 o o * ;b A - x - r ^THJeffl) OWfe$t 

NHR (0HS0-d t + COaOD) J ; 2. 13 (dd. IH. J=6. 14 
Hz). 2. 18(s. 3H). 2.23(s,3H>. 3. 52 (dd. IH. J= 



»BSBa 63-295588 (23) 

7.14Hz). 4.02U.3H). 5. 09 (s, 2H). 7. 12 (dd. IH. 
J*6,7Hz). 7. 36-8. 20(o.6H). 9. 20 (s. IH) 

HS(o/e) ; 5 2 4 (*♦) 
3A018 

6 t&m<0*&V* <l&tilL 1 0 0 is 
(0. 1 7 moI) *S*V* 1 5 

■g ( 0. 8 8 oool) O . <t£«59, 50k ( 4 7. 3 
«) * op. 2 4 3 - 2 4 5 r I;oo*^a-i 

NHR (CDC£,)* ; 1.36(1, 3H. J=8Hz). I. 80(8. 
3H). 2. 09(dd, 1H,J=5. MHz). 2. 22(a.3H). 2.51 
(q. 2H. J=8Hz). 2.70U.3H). 3. 94 (dd. IH. J=7. MHz). 
4. 00(8. 3H). 5.31(8. 2H). 6. 95 (dd. IH, J=5. 7Hz) , 
7. 36-7. 72(m. 3H). 7. 97 (dd. IH. J=2. 8Hz) . 8.05 
(dd.lH.J-2.8Hs). 8. 22 (dd. IH, J=2. 8Hz). 8.84 
(d. IH. J*2Hz) 

■S(a/e) ; 5 6 6 (IT-C08U1) 

ma«9 

nfc«2 tmmo^m-c. iistos* i 5 o« 

(0.2 4o«ol) *0<fc6fclO, 8 5o* (6 5. 5%) 



* op, > 3 0 0 t (fcT!fi;y-?oD**A-x 

NKR(DMS0-d.) J ; 1. 16(s.3H). 2. 03 (dd. 1H. J- 
5.14Hz). 2. 17U.3H), 2. 40 (q, 2H. J=8Hz) . 
3. 16-3. 56(1H), 3.96(s. 3H), 5.08(s. 2H). 6.40 
(br.B. IH). 7. 08-7. 26(o. IH). 7. 30-7. 68 (o. 2H) . 
7. 80-8. 24 (o, 4H). 8. 66 (s. IH). 9. 20 (s. IH) , 
10.04(3. IH) 

NS(o/e) ; 5 3 9 (M+l) 
%ffi01 L 0 

n&m 6 tmm<i>J5&-c. <t&m\s 1 7 o «g 

(0. 3 moo 1) H XVUMn - K«2 4 Ov (1. 5 
oool)«fc 0 , <fc&1fclU 1 3 5 ig ( 7 1 %) * op. 
1 1 3^1 I 5t (?oo*J^-i-f ^"PH 

NMR (COCl j) 9 ; 1. 10 (t. 3H. J*8Hz). 1.80(s, 
3H), 1. 72-2. 04(o. 2H). 2. 10 (dd. IH. J=5. MHz) . 
2.24U.3K), 2. 46(t.2H. J=8Hz). 2.76(a.3H), 
3. 97 (dd. IH. J=7. 14Hz). 4. 02(s, 3H). S.36(i,3H). 
6. 99(dd. IH. J=5, 7Hz). 7. 36-7. 76(o, 4H) . 7.92- 



8. 36(».3H), 8.92(8, IH) 
MS(o/e) ; 6 3 7 (M*l) 
1 1 

n%m 2 £mm®2>&-c, itstoiu 9 5og(o.is 

oool) X It & to 12* 5 0 Mg ( 6 0. 6 %) * op. 

2 9 4 ~ 2 9 6 t: (? o o t.;^pf^£S) 

NMR (DHSO-d.) o* ; 0. 98 (t. 3H, J=8Hz) . 1.48-1.84 
(».2H). 2. 02 (dd. IH. J=5. MHz). 2. 16(s. 3H). 
2.36(t.2H. J=8Hz). 3. 63 (dd, IH. J=7. MHz) . 
3. 96(8. 3H). 5. 06(8. 2H). 3. 38 (br. s. IH), 7.16 
(dd. IH, J=5. 7Hz), 7. 18-7. 62 (o. 2H) . 7.80-8.20 
(o.4H). 8.64(8. IH). 9.20(8. IH). 10.04(s. IH) 

MS(o/e) ; 5 5 3 (ll+l) 
2 

it&fol. 1 tOu (0. 3 oool) *9 o o *ji A 
1 0o£ IC«»U> MxfJbTiyOJ84ni 
( 0. 6 oool) tfti, oi^t^ y ^Ty|>«f a 
0.8 8 oi (1. 5ooo!) ^Jo^SITlKfMttl^ 
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( I -l-2e; X=CO,Me. Y=OAc. R'=Ac. R" = He) 
1 5 0«g (8 0. 2%) * a P , >3 0 Ot0&»fe 

MS(a/e) ; 5 9 3 OT-NHMe) 
(0. ! 7 ooo ! ) J: Oft£ti5l3, 8 9 tg ( 9 3. 7 96) 

* op. > 3 o or {* 9 s - >\>&*)nu&) ®& 

NHR (COC* ,+0MSO-d.) d ;2.21(b, 3H). 2.28 
(dd. 1H.J=5. MHz). 2.83(8,3H), 4.05(s,3H), 
4. 96(br. s. 2H), 6. 93 (dd, 1H, J=5. 7Hz), 7.28-7.64 
(OH), 7. 84-8. 04 (a,3H). 8. 84 (d. 1H. J=2Hz) 

MS(a/e) ; 5 0 9 OT-NHMe) 

n&m i 3 

HJfcfl 1 2 i(^«©^&T!. (l*mu 1 7 Our 
(0. 3 aaol) J; ^ ( ! -l-2e; X=C0.He. 

Y=0Ac, R'=Ac. R'^ Bt) I 3 9 ag ( 7 3 * 

MS(»/e) ; 5 9 3 (H*-NHBt) 

1H.J-5. MHz). 3. 20-3. 52(a. IH), 4. 04(s.3H), 
4. 67(d, 1H, JMBHz), 4. 90(d. IH. J=18Hz). 
6. 80-8. 04 (». UH). 8. 75(d, 1H, J-2Hz) 
MS(a/e) ; 5 0 8 <H*-NH a Ph) 
1 5 

1 7 0 ag (0. 3 aaol) *THP 1 0 oi 
A 0 •> a i 2 0 «g (1. 5a>0oi) *«ttl o£ 

*T? h 5 u- >*ffttt*fl:d1fc ( I -I-2d; 
X=C0,Me . Y=0Ac. R'=Ac) 1 7 8 ag ( 9 7. 3 % ) 

* a P , > 300 r©Kfe©*i LT£fc 0 . 
»S(o/e) ; 5 9 3 (IT-NH,) 

£ffi012 £ffi«©3*ttT, ±ffi<fc£«3 8 0 ag 
(0. 1 3anol) *Dfc£fcl6, 3 4 ag ( 5 0 96 ) * 
ap. > 3 0 0 tOfcfffeaai LT&fco 

NMR(DMSQ-d,)<J ; 2.11 (dd. 1H, J=5. MHz) , 2.17 
(s.3H), 3. 20-3. 63(lH), 3.97(s.3H), 5.79(br. 9 , 
2H), 6.40(3. 1H), 6. 97-7. 23 (a. W). 7.30-7.70 
(o.2H). 7.76-8. 10(a,4H). 8. 70 (s, 1H), 8.79(8. 



ttB3H3 63-295588 (24) 
nfa&2 tftmozmv. ±i&<t£to 1 o oag 

(0. 1 6 aaol) X QftdfeM. 6. 1 ag ( 6 9 * 
ap. > 3 0 0 r (7th OWES) ©a 

NHR (CDC £ , + C0 s QD) <J ; 1. 1 6 ( t. 3H. J=7. 5Hz) . 
2.08(8.3H) t 2. 31 (dd. IH. J=5. MHz) . 3.04-3.28 
(3H). 4. 01(b,3H). 4. 15(d, IH. J=17Hz). 4. 67 (d, 
IH.J=l7Hz). 6. 80(dd. IH, J=5, 7Hz), 7.16-7.96 
(a. 6H), 8. 44 (d. IH. J=2Hz) 

IIS(a/e) ; (JT-NHaBt) 

nmm 1 4 

S&ffifl 1 2 ftSfcK 1 7 Oag 

(0.3 aaol) X *) * <k£05 U -l-2e; X=C0a«e. 
Y=0Ac, R'=Ac t R"= Ph) 1 7 2 ig ( 8 3. 6 %) 
* ap. > 3 0 0 r(DMfeR^iUH/to 

KS(a/e) ; 5 9 3 OT-NHPh) 

2 tmmnij&v. ±.&<i&ui 1 4 o ag 

(0. 2aaol) J: 0<fc6fcl5, 7 1 ag ( 5 9 *J) * 
bp. > 3 0 0 t(Ofc»fet9*<!: tTUfco 
NHR (CDC I »*C0j0D) 8 ;2. 16(s.3H). 2. 27 (dd, 

IH). 9. 20(s. IH). 9. 30(s. IH) 

»S(a/e) : 5 0 8 W-NH,) 
3*0! 1 6 

i (IH-1 ; X=C0,Me . Y=0Ac, R'=Ac) 
1 1 0 ig (0. 2 maol) t'/Mo/^10 ai 
IC»J*L, A 1 3 3og (1 

aaol) , r t f ;^oM K0J 1 5 mi (0.2m 
ao l)*jta;l. [SJ££i;:T2i$Rfl«#Lfco * 1 0 

B*fT*UWfc6ftl7, 6 0 ag< 5 0. 8 96) * ap. 

>3 0orcDMfe^»jXASitT^^ 0 

^^«3 18. 5 ag ( 4 %) * ap. > 3 0 0 rcOfftfe 

<b£1$! 1 7 : NMR(CDC£ ,) d ; l.76(s.3H). 
1. 09 (dd, IH, 5. MHz). 2.28(a.3H). 2.52U.3H), 
2.69(s,3H). 3. 93 (dd, IK. J=7, MHz), 4.01(s,3H). 
5. 20 (s, 3H). 6. 89 (dd. IH. J=5. 7Hz), 7. 28-7. 72 (a. 
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3H), 7. B8-8.24(o.3H). 9.6BU, IH) 

MS(o/e) ; 5 3 4 (1+1) 

<t£V9\B: HKH(CDCI •)*; 1.82(8. 3H). 
2.2i(dd. IH. J=5. UHz), 2.34U.3H). 2.75(a,3H). 

2. 80(8. 3H). 2. 82(s. 3H), 4. 06(dd. IH. J=7. 14Hr). 
4. 07 (b. 3H). 5. 40(8. 2H). 7. 03<dd, IH. J=5. 7Hz). 

7. 56(d. IH, J=8Hz), 8. 01 (d. IH, J=8Hz). 8.24(d, 
1 H, J=8Hz) , 8. 25 (d. IK. J=fiHz), 8. 60 (a, IH) . 
9.84(d. IH. J=2Hz) 
MS(o/e) ; 6 3 6 (*+l) 

i 7 

<t$m i (ID - 1 ; I=C0.Me . Y=0Ac. R»=Ac) 
3 3 Oig ( 0. 6 oocl) t'^oa^yjfl a Z 
*ftT0 8Ut** 'SO. 4 6 mi ( 4. 2 
boo I ) */ 9 o o / f- ju > f j\, x - f )], 0. 1 1 o i 
(1.2oool) *Jd*, SflT3^BD*^Ufco * 

NMR(DKSO-di) 6* ; 2. 08 (dd, LH. J-S, 14Hz), 2.15 
(b.3H). 2. 70(s.3H), 3. 43 (dd. IH, J-7, MHz), 
3. 93(b,3H). 5. 01 (d. IH. J*18Hz) , 5.07(d,lH.J« 
18Hz). 6. 39(8. IH). 7. 21(dd. IH. J«5, 7Hz), 
7. 38 (t. IH. J=7Hz). 7. 51 (t. IH. J=7Hz). 7. 95 (d. IH. 
J=8Hz). 8. 01 (d. IH, J=8Hz). 8. 08 (d. IH. J~8Hz), 
B. 10 (d, IH, J=7Hz). 8.69U.1H). 9. 92 (d, IH, J=2Hz) 

IIS(o/e) ; 5 0 9 («♦) 

nmm 1 9 

nmm 2 tmrnnztk?. it&tois. sou 

( 0. 0 8 Boool) X r>ft6to22„ 2 0 •* ( 4 6. 8 % ) 
* ip, > 3 0 0 t:©fcfe©*£ LTntZo 

NMR (DHS0-d «) (J ; 2. 00-2.08 (0. IH), 2. 16(s. 3H). 

3. 12-3. 60(o. 1H>. 3.96(8. 3H). 5. 08 (br. s, 2H) , 

7. 08-7. 68 (o. 3H). 7. 84-8. 28 (o. 4H) , 9.80(a.lH). 
10. 16(8. IH) 

MS(o/e) ; 4 9 5 (W 
Hfc0!2 0 

ntfom 2 tm&®i5&-e. <k£tt20* i 2 1 « 

(0. 2oool) J: Ott£B5 23, 5 1 m? ( 4 9 9*) * 



HBflOa 63-295588 (25) 

1 3 0 «g ( 3 7 H) * op. > 3 0 0 tO«fer 'J 
XAffl<fcLT&fc 0 fls£&20. 1 3 0i* 

< 3 5. 7 K) * op, > 3 0 0 tfDMaft^i LT 

<fc£fc 1 9 : NiR(DMS0-d t ) 9 ; 1.72(b.3H). 

2. 04-2. 36(o. IH). 2. 25(a.3H). 2.68(s.3H). 

3. 80-4.08 (o. IH). 4.00(8. 3H). 5. 43(s. 2H). 
7. 20-8. 40 (o. 7H). 9. 60 (s. IH) , 10. 16 €a. IH). 

«S(o/e) ; 5 8 0 (M+l) 

<b^«J 2 0 : N«R(0iSO-d.) d ; 1.72(a.3H). 
2.09-2. 16(o, IH). 2.29(s.3H). 2.56(8.3H) t 
3. 80-4, 08 (o. IH). 4.00(8. 3H). 5. 08-5. 44 (o. 2H). 
7. 28-7. 48 (o. IH), 7. 88-8. 32 (o. 4H). 8.56(s. IH), 
9. 40 (e. IH) , 10. 04(8. IH). 10.25(8. IH) 

MS(o/e) ; 6 0 8 (M+l) 
ftfom 1 8 

SSft«2 tm&QJjIkT** (t&VilL 5 0 « 
(0. 0 8oool) *0> <t60j2K 3 Oif <7 OH) 
* bp. > 3 0 0 tCDfc&ltttai LTHfc, 

op. > 3 0 0 t:<0»fe»5fei LX&tZo 

NHR(QHSO-dt) 0 ; 2. 06 (dd. IH. J-5. UHz) , 2.20 
(a. 3H>. 3. 50 (dd, IH, J»7, UHz). 3. 96 (a. 3H). 
5. 14(br. B .2H). 6. 56(8, IH), 7. 31 (dd, IH, J«5. 7Hz) 
7.92-8.24(o. 4H). 8.67(s. IH). 8. 84 (br. a. IK). 
9.77(8. IH). 10. 13(a. IH). 10.2Kb.1H) 
US(o/e> ; 5 2 3 (M*> 

ilStiilL 2 0a*<0. 0 3 3 iool) *9 a o*;u 
A|C«»U m-Moin#l2 5t* (0.15 
oool) * 1 B*M*S \z 2 ftfti*.* 3 B*lfflfla&affi 

itt'/ijAy^^n^o7K?7^ - (^ o 

T?««lfl*ff ttt^ ( I -1-4; X-C0,Me . 

Y=0Ac. R s *Ac. R lk =He) 1 0 og (4 8.0 96) * 
op. > 3 0 0 tO«feB^i LT8fc„ 

NMR (CDCI»)5 ;1.79(s.3H). 2. 09 (dd, IH, J= 
5.14Hz), 2. 26(a.3H). 2. 40(b. 3H), 2.70(s,3H). 
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3.94(dd. IH. J=7. MHz). 4. 00 (s f 3H)^ 5. 34(e.2H), 

6. 98(dd. lH.J=5.7Hz). 7. 20-7. 70 (o. 3H). 

7. 92-8. 20 (b, 3H) f 8. 90(d. IH. J=2Hz) 
HS(o/e) ; 6 1 0 (M+l) 

fmmz iPiao^^r, ±K<k^tti. o g 

(1. 6o«ol) Xbil&toli. 0.3 (38.8%) * 

■p. > 3 0 0 1 o d * j: omea) ®* 
war »; xAfli ur»/: 0 

NMR(DMS0-d.) * ; 1.97 (dd. 1H,J=5. MHz), 2.12 
<s, 3H). 3. 35(dd, 1H.J=7. MHz). 3.92U. 3H). 
5.0K8.2H). 6. 32(s. IH), 6. 88-7. 16 (m. 2H). 
7. 28-7. 64 (a. 2H). 7. 72 (d, IH, J*8Hz) , 7.80-8.20 
(0. 2H). 8. 60(8. 1H). 8. 7l(d. 1H. J=2Hz). 9.10 
(s. 1H) 

MS(o/e) ; 4 8 i (M+l) 

nmm z 2 

1 £J5!«0;*fc-tMk6fc2O, 1 8 2*g 
(0. 3 oho!) «*<Mt&«5 ( I -1-4' ; X-CO.Me . 
y=0Ac. R"=Ac, R' k -H) 8 0ig(4 2K) 



»B3Da 63-295588 (26) 

NMR (CDC*,)<J ;1.84(s.3H), 1. 96-2. 40 (o. LH) . 
2.28(8.3H), 2.76(s,3H>, 3, 84-4. 12 <o. IH). 
4.02(s,3H), 5.36(s,2H), 6. 72-7. 08 (». 1H) . 
7. 24-7. 64(0, 3H). 7. 76-8. 08 (o. 2H), 8.48<s.2H). 
9. 01 (d, lH.J=2Hz) 

( 0. 1 3 mod J: 0 <b6fc25 1 0 og ( i 5 %) * 
■ P. > 3 0 0 tO»e»5ttLT»/: o 

NMR (DMS0-di) d* ; 1. 97 (dd, 1 H, J«5, MHz) , 2.10 
(8.3H). 3. 00-3. 50(1H). 3. 92 (a. 3H>. 4.94(s.2H). 

6. 23(3. 1H), 6.80-7. 12 (a, 3H). 7. 35 (d, IH. J*2Hz), 

7. 65(d. IH. J=8Hz). 7. 76 (d. IH, J=8Hz) , 8. 46(8. IH), 

8. 67<d, lH.J=2Hz). 9.03(b,1H), 9.20(s,lH) 
MS(o/e) ; 5 0 0 (M+l) 

2 3 

DMFUiC50 t 9 *> ± 3 8. 4 

*g (0. 8000I) *ftT<b£to24, 
9 6 «s (0. 2 nool) OOMPfctt 2 of ^Joiio 
2 0»*PJfl«lCt3n>f^OJ 1 3 ml 
(0. 2oaol) 1 B*HI«#LA:o £fc*7fc. 



CTIHBU i? 9 a v / 9 

efl*ff/Xlr^ {b£&!26, 4 5og (45.3%) *op. 
2 9 3 - 2 9 4 tCDtSfettttHi ItHfc, 

NMR (CDC I i + 0llS0-d«) J ; 2. 05 (dd, IH. J-5. MHz) , 
2. 16(8. 3H). 3. 00-3. 50(1H), 3.92(s.3H). 3.96 
(8. 3H). 5.03(br.s.2H), 6. 96-8. 12(o. 6H). 8.54 
(or. s. IH). 8.92(d. IH, J=2Hz) 

MS(o/e) : 4 9 8 (M+l) 
Hffiffl 2 4 

2 3 £fp]fft<D£&-?. 4b&^24, 9 6 og 
(0. 2oool) 3 ^<bxf-;i/J:0<fc^^27. 

7 5 og ( 7 3. 5 %) *op. 2 8 3 - 2 8 6 t (9 
d a**J>|CJ:9#jl3A> ©*fettttSiLT» 

NMR (DHSO-dt) o* ; I. 46(t. 3H, J=7Hz), 2. 03 (dd. 
IH, J=5. MHz). 2. 18(8. 3H). 3. 96(s. 3K). 4. 20(q. 



2H, J=7Hz). 5.07(s,2H). 6.36U, IH). 7.07-7.28 
(o.2H), 7. 32-7.68<o,2H). 7. 80-8. 20 (o. 3H), 
8.64(8, IH). 8. 91 (d, IH. J=2Hz) 

HS(»/e) ; 5 1 2 (M+l) 
ftttfl 2 5 

fS»W2 3 £f3lto<DJ5mv* <b£«524> 9 6 *g 
(0. 2«ool) -3-K:/o><;/J:rHb£05 

28, 6 0 « < 5 7. 1 %) *op. 2 2 8 - 2 3 0 t 

NMR(DMSO-da) J ; 1. 07(t, 3H, J=8Hz). 1.72-2.24 
(o.3H), 2.16U.3H). 2. 90-3.40UH). 3.94(s,3H), 
4.08(t,2H. J=7Hz), 5. 04 (or. s. 2H). 6.34(s, IH). 
7. 00-7. 24(o, 2H). 7. 32-7. 60(o. 2H), 7.76-8.16 
(o,3H). 8. 60(8. IH), 8. 87(d, IH, J 3 2Hz) 

MS(o/e) ; 5 2 6 (M>1) 
2 6 

n%m 3 iRao^f, fteazi* 9 6 1* 

(0.2oaol) 2 -3~ Kro^>«t 0(b^«5 

29, 4 0 og ( 3 8 %) * op. 2 1 3 - 2 1 4. 5 
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NMR (OMSO-dt) 0 ; 1. 35 (d, 6H. J=7Hr) . 1.99(dd. 
1H. J=5. 14Hz). 2. 14(8. 3H), 3. 00-3. 52 (1H). 
3.92(3. 3H). 4. 48-4. 80(a. IH), 5. 02 (br. a. 2H) . 
6.32(br.s. IH). 7. 00-7. 24 (a. 2fl) . 7. 32-9. 64 (a. 
2H). 7. 72-8. 20(o. 3H>, 8. 60(br. a. 1H). 8.87(d. 
IH. J=2Hz) 

MS(a/e) ; 5 2 6 (ll+l) 
£fftfl2 7 

H«W2 3iN«0^ft7, it&tilZi. 9 6k 
(0. 2oaol) *±V 1 -B-Vff v * *Mt£t33 30* 
3 5m ( 3 2. 5 K> *op. 1 6 6 - 1 6 8 t (? 

LTHit, 

NHH(0MS0-d.)^ ; 0.99U.3H. J=7Hr), 1.32-2.24 
(a. 5H), 2. 16(8, 3H), 3. 16-3.52(1H), 3. 93 (s, 3H). 
4. 12(t,2H, J = 8Hz), 5. 03(br. s. 2H). 6. 33<s. 1H). 
7. 04-7. 28 (b. 2H), 7. 28-7. 68 (b. 2H), 7. 70-8.20 . 
(OH). 8. 60(8. 1H) ( 8.89(d. 1H, J=2Hz) 



?*fiaB3 63-295588 (27) 

MS(m/e) ; 5 4 0 (H+1) 

nmm i % 

tt£fcl9. 2. 5 1 g (4. 3oool) * J ~ju 
2 0 oiliiC/^D^AAl 0 0 a* <D&£& 
JKCfcWL. *ft.T**<b* $ * + ^ 'J OA 488 
ns ( 1 2. 4 »ol) tfciU mU&KX 3 0 
L/to 3Nfc***tt*to;l pH 2 <h L> #ffiS 

«tt*x-f ^1? h 'Jf^-H, <fc£«8 3 U 
I. 8 g ( 7 2 * bp. 2 7 0 - 2 7 7 ro&fc 

NMR (CDC £ .+CD.0D) <J ; 1.80(s. 3H). 2. ll(dd. 
IH, J=5. 14Hz). 2. 26(8. 3H). 2. 64(8. 3H). 3.93 
(dd.lH. J=7. 14Hz). 4.03(8.3H). 4.86(a,2H). 
5.22U.2H), 6. 99(dd, IH, J=5. 7Hz), 7.40-7.72 
(a, 4H), 7. 80-8. 08<b.2H). 9.04(s. IH) 

MS(a/e) ; 5 8 1 (»♦> 

ntmrnz 9 

fli£ft3k 5 0 0 ik(0.8 6 oao) ) * ? o o * ;u 



A30 a £ K « J* L . y**->i>0. 6 4 a £ 
(8. 6 Bool) *J:tF*^7r-x**yil 9 9 
«g (0. 8 6mnoU * JD * SfiT 2 B* R0 «# U A: „ 
Ri6«*tt»Mv 

ttU fls£»!32. 3 4 0 ig<6 3«)t bp. 1 8 1 
-1 8 4trcomar , ;XAiaiLT^A:o 

NHR (COC £ ,)<? ; 1.28(t. 3H. J = 8Hz). 1. 76 (s, 
3H). 2. ll(dd. IH. J=5. MHz). 2. 26(s, 3H). 2,53 
(q.2H. J=8Hz). 2. 8b(s. 3H). 3. 97 (dd. IH. J=7. 14Hz). 
4.00(8,2H). 4.0K8.3H). 5.36(s.2H). 7. 02 (dd. 
lH.J-5.7Hz). 7. 14-7. 80(m, 4H). 7. 92-8. 20 (a. 2H) , 
9. 13(8. IH) 

HS(o/e) ; 6 2 6 (IT) 

n&m 3 0 

<fc£fc32, 1 2 5 ag<0. 2**01) *»«x* »\z 
»JKL?*---/>r *2 0 0 7«MAJ 



*B*»JETffl£L. <fc£fc33. 1 1 6 ag ( 1 0 0 

NMR <CDC£.)fl ; 1. 75(8. 3H). 2. 04 (dd. IH. J= 
5,14Hz). 2.20(s.3H). 2.48(s,3H). 2.61(s.3H). 
3. 86 (dd. IH. J=7. MHz), 3.99(a.3H). 5.08(s.2H). 

6. 91(dd. IH, J=5. 7Hz). 7. 16-7. 64 (a, 4H) . 

7. 60-8. 04 (o. 2K). 8. SOU. IH) 
MS(a/e) ; 5 6 6 (M*) 

$»0U 1 

nt&m2 t®»0l5&V* <fc£&32. 8 0 ig(0. 12 
aaol) <£ 0 <fc£«S34, 5 0 ag ( 7 7 9*) * bp. > 
3 0 OtOjRfer^XAiliLT^/to 

NMR (CDCliM : 1.30U, 3H, J=BHz>. 2.12(s. 
3H). 2. 54(q. 2H. J=8Hz). 2. 97 (dd, IH. J=5. 14Hz). 
3.63(dd. IH, J=7. 14Hz). 3.80(a.2H). 4. 08(s. 3H). 
4.37(d. IH. J=18Hz), 4. 59 (d. IH. J=18Hz), 5.28 
(s. IH). 5. 56(8. IH). 6.79<dd. IH. J=5.7Hz). 
7. 12-7. 70 (a, 4H), 7. 80-8. 12 (a, 2H) . 8. 60 (a, IH) 

MS(a/e) ; 5 4 0 (W-l) 
3Sffi0!3 2 
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2 tmmoismvs ^^^33, now 

(0. 1 7 oool) X <fc&«535, 7 0 ig ( 8 2 96) 

* op. > 3 0 0 t0ftllfe0)5fc£ LT&fco 
NHR <C0Cf ,)<J : 2. 12(8. 3H). 2.38(s.3H). 

2. 95<dd, IH, J=5. 14Hz). 3. 48(dd. IH. J=7. 14Hz). 

4. 04(s. 3H) r 4.24(d. IH. J=18Hz). 2.48(d.lH,J= 
18Hz). 5. 42(8. IH). 5. 75<s. IH). 8. 78 (dd. IH. J= 

5, 7Hz), 6.94-7.20(o.2H), 7. 28-7. 62(o. 2H). 

7. 81 (dd. IH. J«2. 8Hz). 8. 00 (d, IH. J*8Hz) . 8.40 
(8. LH) 
MS(o/e) : 4 8 1 (IT) 

nmm 3 3 

tt&«534, 9 0 -8 (0. 1 6 6 oool) *9 o o * 
(0. 1 6 6 oool) «ATSflr2^l«ia 

- < 2 K> ICTfllKL, 
tt&t*j36, 60ig ( 6 5 H) *op. > 3 0 0 t (O 

NMR(CDCf i — OKSO-di) 9 ; 1. 96-2. 30 (a. IH). 
2. 20U.3H). 3. 12-3.60(01. IH). 4.00(a.3H). 
5.04(8. 2H>. 6. 36 (s, IH), 7. 04-7. 24 (a, IH) . 
7. 36-8. 22 (o. 6H). 8. 64 (br. 8. IK). 9. 48(br. 8. IH) 

KS(o/e) ; 5 4 7 (M*) 

nfatn 3 5 

«««4T^^n5ft^l!jd 3 0 0tg(0. 6 oool) 
*THP 9 0 of *JlUM 1 0 of 8 

# L. > * ;u t K 7 V y 0. 3 2 of (6 oool) * 
An*&fiTl B«#Lfco E£»«*ttliil*ifi* 

D7 ^57< - ( J % / J / _ ^/ ^ o d * ;p 
A) KT**»L. {fc6&38, 1 2 6o«(4 0 %) * 

NMR(0MS0-d.) d ; 1. 92-2. 36 (IH). 2.03(s.3H). 
2. 23(a. 3H). 3. 08-3. 60 (IH), 3. 12(s,3H). 5.00 
(s.3H). 6. 92-7. 16(o, IH). 7. 20-7. 60 (o, 4H) , 
7. 72-8. 28 (o. 3H). 9. 24 (d. IH, J=BHz) 

MS(n>/e) ; 5 2 4 (M+l) 



»BBB363-295588 (28) 

NHR(OMSO-dt) 9 ; 1, 25<t. 3H. J=7Hz). 2. 03 (dd. 
IH. J 3 5. MHz). 2. 15(b. 3H). 2. 64-2. 86 (o. 2H). 
3.36-3. 4Kb. IH). 3. 92 (a. 3H). 4. 11 (d. IH, J=13Hz), 

4. 28(d. IH. J=l3Hz). 4. 97 (d. IH. J=18Hz) , 5.03(d. 
IH.JMBHz). 7. l3(dd. lH.J°5.7Hz). 7.36(t, IH.J 
*7Hz). 7. 44<dd. lH.J-l.8Hz), 7. 48 (d. t, IH. J-l. 8 
Hz). 7. 90 (d. IH. J*8Hz), 7. 94 (d. IH, J=8Hz) , 

8. 62(8. IH). 9. 15(8. IH) 

■S(o/e) ; 4 8 0 (H*-S(0)Et) 
3tt09 3 4 

K 2 5 2 > 9 3 ig (0. 2 oool) * fcT 0 V > 3 of 
IC&» L, *?^TA* 0. 0 2 4 of (0. 4 8 oool) 

fci8fc#m*i)*JETffi:£ tt**THFi'J: 
7 0 ig ( 6 4 %) *o P . 25 i- 2 5 2 tOj|» 

3 6 

##0! 4 T#*n6ft£tajd 3 0 0 «g(0. 6 oool) 
i'iCf/iJ'/y>f;nXffl/|fiHfi7 5 3og 
( 6 oool) *THP 90 of 1 0 of CDS 

£»«lc:#JWL* MJif^Tiyfl.84 of* 

D7^?7^ - ( 1 9* > * / - ? o a * ji, 
A) KTWKL, fc£«8 39, 8 7 »g(2 6 K) 

NHR (CDCf.M ;1.72(b.3H), 1. 92-2. 50 (IH). 
2.40(8.3H). 3. 68-4. 52(«, 3H). 3. 82(s. 3H). 

5. 02(br.8,2H). 6. 96-8. 20 (■; 8H) , 9.3i(d, IH, J= 
8Hz) 

MS(o/e) ; 5 6 6 («*) 
£»fl3 7 

36 £P)t*©;*tt-e, s*H4-c$$n 

*<fcG&d 5 0 0 og (0. 9 7 oool) X±UL - 7 
a r; 2 7 g(9. 7oool) 
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£0, ft£«54<h 1 9 5«g ( 2 9 96 ) *o P . 202 
- 2 0 5 tCDfcfeRfct LtHt„ 

NMR <CDC£ a )J ; 1.52U. SB), 1. 80-2. 50 (o, 5H), 
2. 36(8. 3H). 3. 08-3. 52(o, 2H). 3. 84-4. 30(m. 2H). 
4.64(a. 2H), 5. U(d. IH. J=13H*>. 5. 31 (d. 1H. J« 
13Hz). 6. 98 (dd. 1H. J=5, 14Hz), 7. 16-7. 60 (o. 5K), 
7. 70-7. 96(o, 2H), 9. 32 <d. IH. J=8Hz) 

MSfo/'e) ; 6 8 3 (IP) 
3M0U 8 

ffc&«M0> 1 3 2 «s (0. 2 onol) *D«P5 oi E 
»»U 1 0 96><?f* A/£*5 Qig*i)D;U 
**»«T4 0t?3.5^IHIII^tfcp fifcfcfc 
*.*5>f h*iiL6*U «K*»J9ETS:fcLfco 

9 0:10:0. 5 )CT*»U ft£&41> 8 0 
«g(67 96) * op. > 3 0 0 ro»»6^t LT 

NMR (DMSO-di) 0 ; 1.66(b.3H). 1. 88-2. 36 (o. 5H) , 
2. 49(8, 3H) f 3.20-3. 60(o, 2H). 3. 95(dd. IH, J=7, 14 



Wm 63-295588 (29) 

Hz). 4. 12-4. 50(o. IH), 5.04(s.2H). 7.00-7.70 
(o,5H), 7.86(dd, lH,J=2,8Hz). 8. 00-8. 24 (o. 2H), 
8.61(s. IH). 9. 23 (d, IH. J=8Hz) 
MS(o/e> ; 5 9 3 <«♦!) 
3 9 

<t&&39. 8 7 ig (0. 1 5 oool) *THP 5 <■£ IC 
»iL, 2N*»fttMJ«)A**flt0.2 4 a£ 
(0.6 8aool) *to*£flT2B*ftfltt#L,fca 

sNttimm pH2i<jt, ttia*8* 

2896 T v*-7* : 9 0 / 1 0 / 5 ) ETWM U 
<fc£«M2, 2 7 og (35%) *ap. > 3 0 0 t©ft 

NHR (DHS0-df ) 5 ; 1. 96-2. 36 (o. IH) . 2.20<OH), 
3. 08-3. 50 (1H), 3. 88-4. 04(»,2H). 5. 03 (br. s, 2H), 
6. 53(s, IK), 6. 90-8. 24(o. 6H), 8. 52-8. 80 (a, 2H) , 
9. 26 (d. IH. J = 8Hz) 

MS(o/e) ; 5 1 1 (M+l) 



4 o 

K 2 5 2 , 4. 6 7 g ( 1 0 oaol) <-THP 4 0 0 oi 
IC»WL, -2 0 tET*S{fc'J*$ atj\,%* 
!)A0.38g (1 Ooool) 0THP »tt 5 0 oi* 
to*.* ^S«ICT 1 B*B8«#Lfco 3N£«*« 
tt*to* pH2iL, ^91^311. 6 

I, fc**^^* »*> 

ft 605 43, 1. 5 6 g ( 3 5. 7 96 ) * 

op. > 3 o oto»»ett*iLT»/:o 

NMR (CDC i i+DMSO-di) d ; 2. 04-2. 48 (a. IH) . 
2.24(8.3H). 3.08-3. 7fi(lH). 4. 90 (br. s, 2H) . 
6. 91 (dd, lH,J=5,7Hz), 7. 08-7. 60(o, 5H). 7.76- 
8.08(o. 2H), 9. 19(d f IH. J=8Hz). 10. 10(8. IH) 

IIS(o/e) ; 4 3 7 (B*) 
*»W4 1 

<fc£&43, 1 0 0 og (0. 2 3oooi) *THP5mi 
i'J:(;*0.5 o£ tcfcfct. bKo + ^*Tty 
£«ifi7 9ag (1.1 mo!) *to* 1 Bl*#Lfc 0 



o^^77^ - ( 1 96 > * ^ - JU/ * a o * 
A) ICTfitJiL, <t£«3 44, 8 5 ig ( 8 2 96) * 
op. 2 4 5 - 2 5 6 tOft»ai93feiU»fco 

NMR (DMS0-d«) 9 ; 1. 98-2.30(o. IH). 2.20U.3H). 
3. 16-3. 70(o. IH), 5. 03(s.2H). 6. 84-7. 08 (o. IH), 

7. 16-8. 20(o. 8H), 8. 58<s. IH). 9. 26 <d. IH. J=8Hz) 
MS(o/e) ; 4 5 2 («*) 

2 

3&&W4 1 ifSjacD^&T, <t£&43. lOOig 
( 0. 2 3 oool) £ «fctf-t * * ;i/^<^ K£K£128 
■g ( 1. 1 oool) J: r> % tt£«5 45* 7 5 og ( 6 6 96 ) 
* op. > 3 0 0 tOUiafet***!: LT&tto 

NMR (0«S0-d.) <T ; 1. 90-2. 36 (IK) . 2.08(s,3H). 
3. 00-3. 60 (1H), 5. 00(s. 2H). 6. 96-8. 20 (o, 8H) , 

8. 56(br,s, IH). 9. 22(d. IH. J=8Hz) 
MS(o/e) ; 4 9 5 (M+l) 

HAM 4 3 

fSJIfc 4 1 £®&<DJ5&V, {fc£«3 43 % 8 7ng 
(0. 2oool) * «*tfT ?y 7T - 9 V«»ffi264 
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■g (1. OodoI) <fc K>. KSmiSs 6 Oig ( 8 0 96) 

* «p. > 3 o o Lx&tz. 

N M R (DJISO-d , ) S ; 1. 96-2. 30 (o, IH), 2. 15(b. 3fl), 
3. 04-3. 64 (m. 1H). 5. 02 (br. b, 1H) . B. 44 <o. 1H>. 
7. 00-8. 20(o. 8H). 8. 60 (a. IH), 9. 22 (d. 1H. J*8Hz) 

MS(a/e) i 4 9 4 («♦!) 

nmm 4 

3S»W 4 1 tisjao^fcr, it&tou. 8 7 « 

(0. 2 aaol) *£Ul-*YlVJ-Z-4%y 
V 9 1 8 1 ig ( I. 0 boo!) Jt 0 . 

<t£0947. 5 5 v i 5 3 %) *ap. > 3 0 0 t 

NMR (DMS0-d«) 9 ; 1. 68-2. 30 (a, IH), 2. 08 (s. 3H). 
3.00-3.70OH), 5.00(8.2H). 5.96(s.lH). 
7.00-8. 12<m.8H). 8. 56 (s. IH). 9. 21 (d, IH, J=8Hz) 

MS(a/e) ; 5 2 0 (y+1) 
4 5 

SSJfcfl 2 3 £Hm<DJ5&VK 2 5 2 , 1 8 4 ig 
(0.4 aaol) til/ tt£1fc48, 

3 8 ig ( 2 0 X) *bp. 3 0 0 - 3 0 2 tfl>ft& 

<b, 2H), 9. 00(d. IH, J=8Hz) 

MS(a/e) ; 5 0 1 («♦) 
3S»W4 7 

8 £>n*<l:£«5 h 1 2 0 ig (0. 2 7 
■■ol) *DKP 5 ailCfcJBL. fcftT***** 
-;i*iM * ^*/~ 9 8 ig (0. 5 5 bboI) £io*. 
easier 1 B*Rfl«#Lfco S««ttlCTHP3 0b£ 

1 2 0 ag (9 396) * rap. > 3 0 0 tflfcfcfett 

NMR(DHS0-d.) <J ; 2. 10-2. 64 (a. IH), 2. 32 (s. 3H). 
3. 00-3. 52 (a, IH). 4. 05(d. IH, J=UHz). 4. 38<d, 
IH, J=llHz). 5.02(a,2H). 6. 96-8. 16(a. 7H). 
8.60(8. IH). 9.21(d. IH, J=8Hz) 

«S(»/e) ; 4 8 1 (M+i) 
fgffift 4 8 

<fc^«550. 8 8 ng (0. 1 8 maol) *0MF 2 ai 
»»U 3*)ft>f A0.1 ai */)D;l£ST2. 5 



»G3B3 63-295588 (30) 

NMR (CDC I,) J ; 2. 23 (dd. IH. J=6, 13Hz). 2.20 
(b, 3H) , 3. 12(s, 3H). 3.28-3. 48 (a, IH). 3.37(a. 
3H). 4. 04(8. 3H). 5. 00(8. 2H). 7. 03 (dd, IH. J=6, 8 
Hz). 7. 2B-7. 64(a, 5H). 7. 88-8. 08 (a. 2H) . 9.46 
(br. d. IH. J=8Hz) 

MS(a/e) ; 4 9 5 (IT) 

n&m 4 6 

K 2 5 2 , 4 6 7 ag ( 1 aaol) * 9 u a * a A 
2 0 ai|C«J*L> N-*oa 3 /\?|H*F 

1 3 3 ag ( 1 aaol) i'iCfAIBN 164 ag 
(laaol) *fla*, 3 ^flfltottaaE t/r 0 fcfit* 

49. 229Bg(469*)*a P . 125 - 129 r©«»&8* 

NMR (CDC i »> J ; 2. 20 (s. 3H), 2. 68 (dd. IH. J= 
5.14Hz). 3. 43 (dd. IH, J=7. 14Hz). 4. 12(s, 3H). 
4. 88 (d, IH. J-15Hz). 5. 04 (d, IH. J = 15Hz) , 6.87 
(dd.lH, J-5,7Hz). 7. 24-7.64(a,5H). 7.84-8.00 

Ct»»U <fc6&5U i 4 n ( I 5. 7 %) * 
ap. 2 2 3 — 2 2 5 r irifc, 

HMR(OKSO-di) 6* ; 2. 08-2. 44 (a. IH), 2.24(s.3H), 
2.30(a.3H). 3.20<dd. IH. J=7. MHz). 4.06(d. IH. 
J=14Hz), 4. 57(d, IH. J=14Hz). 5. 02(8, 2H). 7.12 
-8.20(b,7H). 8. 63(8. 1H>, 9. 24 (d. IH, J=8Hz) 

IS(a/e) ; 4 9 4 (M*) 
$tt0l4 9 

»««5^H^nM^Uie8U (0. 2 aaol) 

0 4 ag (1 aaol) *<£C/* > 7 T - 
x;u*>» 1 OBg^j&pi, 2 iSligto&fifcLfco 

ICTWfiU <fc£«552, 6 8 ag (7 1.5 96) *ap. 

2 7 8 - 2 8 Otoaflfeftjfei LT&fc. 
NMR (CDC* ,) 3 ; 1. 14(8. 3H), 1.40(s. 3H). 
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2.24(8. 3H), 2. 41 (dd. 1H, J=5. 14Hz), 2.82(dd. 1H, 
J=5. MHz), 4.05(d, 1H. J=lQHz). 4. 49(d. IH. J-10 
Hz), 4. 96(s.2H). 6.68(dd. lH.J-5.7Hz), 7.24- 
8.20(b.7H). 9. 40-9.60 (o, 1H) 

»S(o/e) ; 4 7 9 (R*) 
£»*I5 0 

K 2 5 2 . 4 6 7 w(lm«Ql) * T * Y - ► U iU 
1 0 «i oi^f M7^toH» 

^M-ni33« (1 bboI) *ZC* 3 BfrflflS 

i:r«»a, <fc&&53. 5 0 u ( l o %) *bp. > 

30QtCDB£©*<i: LtS/So 

NMR(0MSO-d.) 8 ; 2. 12 (dd. 1H, J=5, MHz), 2. 16 
U.3H). 3. 45(dd. IH. J*7. 4. 14Hz), 3.94U.3H), 
4. 99(d. 1H. 18Hz). 5. 06 <d, IH. 18Hz). 6.44(8. 1H), 
7. 26(dd. IH. J=5.7. 4Hz). 7. 39 (t. 1H. J»8Hz). 
7.53U. lH.JHz). 7.96(d. lH.8Hz). 8.08U.2H. J= 
8Hz). 8. 3l(dd, 1H. J=2. 4. 7Hz). 8. 77(b. 1H). 
10.09(d. IH. J=2Hz) 

$^«5T?H^ni^!«!e, 4 3.9«g ( 0. I 
nool) tDMF 1 nl K f&W L% N-^yVA*4 
*s 1, frtf-juf ij vmMtil 4 0 ig ( 0. 1 obo!) 
* XV Y iJifATiyO.0 1 6al ( 0. 1 2 bboI) 
*tja*. 1 OOttl #Mm#LtZo 5JS»tt*tt 

*aaa*Tfcfr Ltt*«s^* fnrftna 

^07^57^ - (2?6>^>' -to/ 9 on* 
;k) ICTW54U tt£fc5 5 , 3 0«g (4 8K) 

N«R (CDC £ ,) 3 ;2.01(8,3H). 2. 80-3. 40 (o, 2H) , 
3.92-4. 80 (b,6H), 5.04(s.2H>. 5. 40-5. 80 (b. 3H) . 

6. 50(». lH). 6. 80-7. 62(n, 10H). 7. 76 (d. IH. J=8Hz), 

7. 98 <d. lH. J=8Hz), 8. 56 (d, lH. J=8Hz> 
MS(o/e) : 6 3 l <)l*l) 4 

snas 3 

1t$foS 5, 6 On (0. 0 9 Soniol) <■ D M F 
liU x^/-*I OilCMl, 1 NttlO. 1 5 
ml, 10 9<><7HA/KI6l)ii^Hii> ** 
ft»T4 OTTTl 0 Lfco KlSfc**** 



HBW 63-295588 (31) 

MS(o/e) : 5 1 2 (M*) 
£ftfl 5 1 

K - 2 5 2 , 9 3 as (0. 2amol) *T H F 5 ol 

Y 0. 1 7 al ( 2 mod *JdjU ^S«CT2^5a 
«#Lfc„ -O^r^l.l^iHlX.7 oricri^Rfl 
R«*tt*ttfcMv ***** ttfcfttt 
*T?*frL* fc***^*** ATfciftLfco 

0 7^57^ - ( 2 96 > * V o n 

A) T?*MU ft£«j 5 4 . 8 Sag (7 1%) * 
■p. 280-285 tCDftft©** LTUfco 

NMR (DMSO-d.) J ; 2. 17 (dd. 1H. J*5. 14Hz), 2. 18 
(8.3H). 3.92(dd, IH. J=7. 14Hz). 3. 94(s,3H), 
5. 28(d. 1H. 18Hz). 5. 34 (d. 1H. 18Hz). 7. 22 (dd. IH. 
J=5,7Hz). 7.32(1. iH,J*7Hz). 7. 42 (t. 1H, J=7Hi) . 
7. 50-7. 5B(o. 2H). 7. 95-8. Ot (n. 3H), 9.06(d. 
1H. J=8Hz) 

■S(«/e) ; 5 5 4 M+l) 

tmws 2 

? 4 h*aL6i»L/r*6ttC* 1 5«l*U0*.fco 

5 6 , 2 3 wg ( 4 9 %) 

NMR (DKS0-dt) & \ 2. 00-2. 40 <«. 1H). 2. 24(s, 3H). 
3. 00-3.60(o. IH). 4. 03(8. 2H). 4.61(b.2H). 5.03 
(br.s. 2H). 6. 00(9. IH), 7. 00-8. 16 (o. 8H) . 8.60 
<br. s, 1H). 9. 22 (d. IH, J«8Hz) 

IIS(B/e> ; 4 9 7 (M+U * 
^JftCT 5 4 

»*«5T»^n4(b^«Ie, 4 3 9 og ( 1 nool) 
**Da**A2 0Bl£8J*U M-0-7t- 
fA-D-/M-*, 1.3 6f I 5««Ql) HJ, 
CfNBS, 623«g (3. 5 Bnol) *HfltSfl«jt 
T8 B*fH»#LA:o Ei&«** INf t««th 
U * a, ttfc££*T?JB*ftfrU fc*«KT^ 

* ij 5 A ? o v h /5 7 a - (1%> 

(XXI ; y=0H. R.-R.-R.-H. «,=Ac) 3 6 0 sg 
(4 B%) *®tz 0 
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IS(o/e) ; 7 9 0 (M+l) * .7 9 2 0+1) * 
JbK/»J a K<** 2 8 0 ig (0. 3 Sanol) * 
h jux y 2 OoMCBIB^if, A I BN 6 0** 

(b. 3 5oooi) * xvkxit > n rf ^ao. 4 9 

ol (I 7 5 moo!) fctoX. 6 0 t 1? I Bfrfffi fttf L fc, 

- (0. 5 * J -*/9 a a * ETflM 
U ft£&5 7 , 7 0 ig ( 2 8 96) *f§fc 0 

NHR (DHSO-dg) J ; 1. 75-1. 83 (a. IH). i. 95-1. 99 
(o.IH). 2.00(3, 3H). 2.03(8.3H), 2. 04 (s. 3H). 
2. 15(s, 3H>. 2. 40-2. 44(a, 1H), 3. 10 (dd. IH, J=7. 5, 
13.5Hz). 3.84(d. IH. J=10Hz). 3. 89-3. 93 (o. 1H) , 
4.07-4.11 (a.2H), 4. I9(d. 1H, J-lOHz). 4.26- 
4. 30(a,2H). 4.88-5.18 (en. 5H), 5.64(s. IH). 
7.00(dd. 1H. J=5.5. 7, 5Hz). 7. 25-7, 49(a, 4H). 
7. 80(d. 1H. J=8. 4Hz). 7. 97(d. 1H. J=8. 4Hz), 8. 04 
(d. !H. J=7. 7Hz). 8.6 (s. IH), 9. 19 (d. 1H, J=8Hz) 

MS(n/e) ; 7 1 2 Ol+l) ♦ 



ttBRBB 63-295588 (32) 

%fom 5 5 

<fc£0J 5 7 , 5 0 «g (0. 0 7 aaol) ^THP 
2. 5 n\**V/ 9 J -*0. 5 olOD£&»JK \t &ft 
U lN*lfttMn*»«0.3 5iim 

sat i ^wa^t/tp Si$»tt*tsifcd«*r 

ft^L«*«H-7^^^^ a t* &&&&& *«JBE 

9 7 -f - <10«/^y-;u/7an^jUA) |C 
T»»U ft6t&j5 8, 8 is (2 OX) *»fc. 

RVRCDNSO-d.)* ; 1. 46-1. 54 (0. 1H). 1.98(dd. 
lH.J-5.14Hz). 2. 10-2. 20 d. 1H). 2.15<s.3H). 
3.02-3.21(o,4H). 3. 45-3. 58<o, IH), 3.75-3.82 
(«.2H). 4. 21(d. lH.J*10Hz> ? 4. 54 (t, 1H, J=6Hz), 

4. 70-4. 73(0. IH). 4. 92 (q. 1H. J=2. 4Hz). 4.96 
(d. IH. JM8Hz). 5. 03(d, lH.J*18Hz>. 6.99(dd, IH, 
J=5.7Hz). 7.26(t, IH. J=8Hz). 7. 33(t, IH, J=7. 5Hz), 
7. 43-7. 50 (b. 2H). 7. 81 <d. IH. J=8. 4Hz). 7.96(d. 
lH.J-8.4Hz). 8.04(d. IH. J=7.5Hz), 8. 57 (a. IH). 
9. 20 (d. IH. J=7. 9Hz) 

MS(o/e) ; 5 8 6 (M+l) * 



nmm 5 6 

S^fl l OTH^nSfli^ttj, 4 2. 1 bh (0. 1 
moio!) D M F lollc#j»U P-D-Ttfji 
3-»tM0At3iT« (0. t 5 aaol) *JD 
5 0 C-e2*MS* Lfc, »«*»ffTffi£ 

i9au*i],U/*9/ ->V/ 2 8 %T >*-T 

9 / 1 / 0. 1 > ICTWKL. 5 9 . 

3 8 v ( 6 2 X) *$*: a 

NHR (DHS0-d e ) 9 ; 2. 01 (dd. IH. J=5, 13. 6Hz), 
2. 16(8. 3H). 3. 04-3. 79(0. 9H). 4. 46 (d, IH, J=9. 5 
Hz). 4.70(br. t, J=5.5Hz). 4. 96 (d, IH. J=18Hz). 

5. 03 (d. IH. J=18Hz>, 5. 10<br. ■. IN). 5.31(d. IH. 
J=5.3Hz), 5. 63(8. IH). 7. 03 (o. IH), 7. 27-7. 49 
(o. 4H>. 7. 83(d, IH. J=8. 4Hz). 7. 99-8. 05 (o. 2H) , 

6. 60(s. IH). 9. 19(d. IH. J=7.9Hz) 
MS(o/e) ; 6 1 8 (M+l) * 

fgftffl 5 7 

K 2 5 2 > 4 6 7 nr ( 1 aaol) £ 9 a a * 
5olK**L, *u**5-f-74A 500 



«tiy?on^^y|0.1 4nl (2 aaol) * 
*»TJa*.. ^i«i:t3^IHJ|»L/t B sfcfc 
ttlC*2ol*to^«JI*»ttTS^L^ 

'J Ay^i 7 D7 F^? 7 -< — (?oa*^ 
A/>^y-jp/2 8?<7^i7*=8 0/2 0 
/5> CT»»L, ft&ftS 0, 1 4 2ig (2 6 
«) *fcfc„ 

NHR(0HS0-d,+0,0) <T ; 2. 01 (dd, IH. J=5, 13Hz), 
2. 14(a. 3H). 3. 14-3. 60(o, IH), 3. 90(s. 3H). 4.98 
(br. a. 2H). 7. 00-8. 12<m. 6H). 9. 40(s. IH) 
HS(a/e) ; 5 4 8 («+!)♦ 

nmms 8 

tt&fc 6 0 , 1 I 0 tg (0. 2 moo!) IC£«I<b !J 
>8 3tg (0.4 aaol) *Jt CF* + V Jfcft 9 y 0. 19 
01(20.01) I. 5^Wto«fc««Lfc. 5* 

1 OaliTH F 1 Ool^/ID^, WaH* 

yiM7A?D7^ 57 ^ ( i % j 9 j _ JU 
/9uu*i\,u) ICTfflUMt, 
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5 4 Ki* (X ; X=CO,Me. Y=OH. R'*H) 5 0«g*B 
fc„ cn^DMF 2 <n1lC«» L, 0 f * 0. 0 7 9 
ml (0. 5 booD ij«tc;N f- 7 ^ > 0. 0 5 

6 1, 1 0 ig ( 8 %) *®tZo 
NMR(QMS0-d.)<J ; 2.07-2. 18<*. 1H). 2.l2( 8 .3H). 
2.15<s.3H). 2.44(a,4H). 2. 96 (a, 4H). 3.20-3.50 
(ra.lH), 3. 93 (s. 3H). 5. 02(d. IH, J=18Hz), 5.08 
(d. 1H. J=18Hz). 6. 41(3, 1H). 7. 25<dd, 1H, J=5. 7Hz), 
7.37-8. 17(o. 7H), 8. 69(s. IH). 9. 70 (d. IH. J=2Hz) 
MS(m/e) ; 6 3 0 (■♦»• 
5 9 

*»«2 1-e»ftnS<fc^ffcZ4» 4 8. 3 ig 
(O.lonol) *THF 2allC»BL, *od*'» 
p--ho7*i^3 6ig (0.1 6 omol) is £ (J 
M if ^7 t > 0. 0 3 3 a 1 (0, 2 4nool) *JD 

NMR(C0C£,)tf ; 1.20(d,6H. J»8Hz), 2. 00(s. 3H). 
2. 40-2. 80(m. 5H). 3.00U.2H), 3. 25(dd. IH, J=7. 14 
Hz). 3.68-4. 16(a. 5H). 4. 00 (a. 3H>. 4. 29(d. IH. J= 
18Hz). 4.53<d, iH. J=18Hz). 5. 36 (br. a. IH), 5.56 
(i. IH). 6. 6B(dd, IH. J=5. 7Hz). 6. 80-8. 04 (». 7H), 
8. 56(br. s, IH) 

MS(m/e) ; 6 9 5 (M+i)' 
HSifc0!6 1 

nmm2 8 -c&zn&K&tiiz u 2 4 5«« 

(0. 4 2mool) *9 a o * A 2 0oHC*»L, 
x^/-;u2 0nU *y7r-^**yl9 8« 

(0.4 2 mtool) *m*-. 6^KJ0tt««Lfc e » 
fit^«ffT8i U BttlC ? o a 2 0 «1* 

to*, t&*dSfif*> tt*Jdlfl*-?«ifc*fr L, 

<fc£&6 4, 1 4 3&g (5 6%) 

NHRtfDC*,)* ; I. 3Q(t. 3H, J=7.5Hz). 1.80(a.3H). 
2. 13 <d d. IH, J=5. 14Hz), 2.28<s.3H). 2.80(9. 3H). 



63-295588 (33) 

Y 7 5 7 -f - (ij<^;-v^b**a)- 
CT«MUft£tt62* 6 6 a* ( 1 0 0 K) * 

& o 

NHR(CDC£,)(T ;2.00(b,3H). 2. 62 (dd. 1H, J= 
5.14Hz). 3. 34(dd. IH. J*7. 14Hz). 4. 00(s. 3H). 
4. 14<d. IH. J=18Hz), 4. 36(d. IH. J=18Hz). 5.72(s. 
IH). 6. 68(dd. IH. J=5.7Hz). 6. 80-8. 40 (a. 6H) . 
8.64 (s. IH). 9.68(br. 8. IH) 
MS(»/e) ; 6 4 9 (M+l) * 

nmn e o 

<fc&& 6 2 , 6 0 t* (0. ff 7 4 fflool) <-DMF 
2alC»J*L, N^-fvyof;i-i-e^7'; 
y 7* Y T i V 1 6. 4 >* ( 0. 0 8 8booI) *JidjU 
£fcT 1 SrffflttfcLfco SlB*«i:THF 1 Oral 
*ftl*, ttfoSS*, U 

* - ( 4 $6/ 9 J o a TfilfiL, 
tt£«5 6 3 , 4 2 -g < 8 2 %) *&fc6 

3. 65(q. 2H. J=7. 5Hz). 3. 97(dd, 1H, J=7, 14Hz), 4.00 
(8.3H). 4.76(8. 2H). 5. 36(3. 2H). 7. 03 (dd. IH. J= 
5. 7Hz). 7. 36-7. 80 (b, 4H). 7. 88-8. 16(a, 2H), 9.16 
(3. IH) 

MS(m/e) ; 6 1 0 (M+l) * 

%fam 6 2 

it&Vt 6 4> 3 3 0 u (0.5 5 mmo\) *3gffift 
2 ±®m0'4kftnn^. <l&1b 6 5 , 2 5 9 «g 
(90%) *#fco 
NMR (0MS0~d») d ; 1.20(t.3H. J-7. 5Hz). 2.04 
<dd. IH. J=5. MHz), 2. 16(s,3H), 3. 20-3. 70 (b. 3H) . 
3. 93(8. 3H), 4.63(3, 2H). 5. 02 (a. 2H). 6. 32 (s, IH), 
7. 13(dd. IH. J= 5.7Hz). 7. 24-8. 16 (b, 6H). 8.57U. 
IH), 9. 16(8, IH) 

MS(o/e) ; 5 2 6 (M+l)* 
$ffefl6 3 

6 5 , 2 3 9 og (0. 4 6mmol) ^THF 
8nl*Jttf*0. 8allCftj* *fcT*3Wfc** 
*tPJ^52« (1. 3 8maol) 
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IfcU tt£tt6 6. I 5 2 is ( 6 6 %) *®tz a 

NMR (OMSO-d.) <J ;i.20(t,3H), 1. 98 (dd, 1H, J=5. 
14Hz) , 2. 16(8. 3H). 3. 18 (dd. 1H. J=7, MHz), 
3. 57<q. 2H. J=8Hz). 3. 85 (o. 2H), 4. 64 <s, 2H) . 5.02 
(s. 2H). 5. U(o. 1H), 5.40(s. 1H). 7. 00 (dd. IK. J= 
5. 7 Hz). 7. 24-7. 60 (o. 3H). 7. 77 (d. 1H. J=8Hz) , 
7. 92-8. 16(o. 2H). 8.56U. 1H). 9. 17(a. 1H) 

MS(o/e) ; 4 9 7 (M*) 
««« 1 

tt£&KT 5556 (Da), 2 2 7 ig(0. 5 oool) 
Oi^-^20 oi»««ftKJS<fc*;t-;H 
ai*/>D;U Jnafi«Lfc 8 2 CM B*W 

»£Ti:fii f&Htf: *s l ) ti ¥ )\* ii y J* 9 ot 
^57^ - ( 9 o o * * A - > * / - ju) ICJ: 
0«»L. fcftfet9*tt£Hfc&& a 1 6 Dig (66 

6 5 w ( 3 4 %) *®ft a 

250- 252t (^M^M^-^/- 
^Jt OHISS) 
NMR (CDC £ i) d ; 9. 42(d. IH, J=8Hz). 8.1-7.85 
(m.2H). 7.7-7.2(0. 5H), 7. 03 (dd. 1H, J=5, 7 Hz), 
5.0BU.2H). 4.05(8.3H). 3. 37 (dd, 1H. J=7. 14Hz) . 
3. 13(s.3H), 2.2K8.3H), ca. 2. 20 (dd. 1H) 
MS(o/e) ; 4 8 I (IT) 

<IG® ( D a ) , 4. 5 3 g ( 1 0 o ooOOft* 

W 5 OoffSfclC, ft;jcft«l. 4 2oi 
(1 5 m ool)*fio;U i B*fH!»tf Lfc 0 S 

T. a*fefc*tt®<fc&&c 4. 7 9 g ( 9 7 H) 

ttA 2 6 7 - 2 7 0 t 

NHR(DMSO-d.+CDCl 0 5:9. 36 (d. IH. J=8Hz). 
8. 2-7.7(a, 3H). 7. 7-7. 25(o. 4H), 7. 27 (dd. IH. J* 



HB303 63-295588 (34) 

193-195t (7t^-;^-M 
N*R(DMSO-d.U ; 9. 22(d. 1H.J=7. 6Hz), 8.1- 
7.85(o.3H), 7. 55-7. 25(o. 4H). 7. 1 1 (dd. IH. J« 
4.9,7.3Hz). 5. 04(d, IH. JM7. 7Hz). 4. 98(d. IH. 
J=17.7Hz). 4. 40(o.2H). 3. 38 (dd. IH, J=7. 3. 13. 9 
Hz), 2. 17(a. 3H). 2. 02(dd, 1H.J=4. 9.13.9Hz), 
1.43(t. 3H. J=7. 1Hz) 
MS(o/e); 4 8 I (M*) 

I R (KB r) 3430. 1730. 1675. 1635. 1590. 1460. 745 

CO" 1 

K 2 5 2 > 1 8 4 ag ( 0. 4oool) ODMF 2ol 
fctt**ftt. 5 0 h 9 0 A19.2 

tg (0. 4 oool) *to*.fro 2 0 3 Oil/ * 

*2 5 /i i (0. 4 oool) 3 £IC 1 ^(ffltt 

#Lfc 0 SfciB^&IC * o o 2 0 o**flD 

ft*KK* Y 'J •> at ft 

'/9 D-7 - ( ? □ O * 

5. 7Ht), 5. 07 (S. 2H). 3. 98<dd. IH. J=7. 14Hz), 2. 35 
(S.3H), 2. 12 (dd, IH, J*5, MHz), 1.72(S.3H) 

.IH(KBr) 3430. 1750. 1680, 1640. 1590. 1460. 1235, 
745 

*nm 4 

2^wia»a«L/ro se**+o*ft**-iu 

4 Oof *J&D*«ffL*:o *««3**IfcL, x* 

t&*tt©tt6«5d 2. 2 9 g ( 8 8 %) *fcfc 0 
**W 5 

K-252, 7. Olg ( 1 5 o ool) <Dfc * THP 

i ooo*«tt**?fru :mc**(i:')fn 

r*U»ALl4| < 3 0o ool)*to;U gfi 

-?2^w«^l^o > * ; -^ao^rsjwoa 
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97/- (Mo*;i/A-^;-;t) TfllBL 
T> »»a»5fe«Oft^«Je 5. 3 4 g 
(81%) 

2 6 6 - 2 7 5 r o ^ y - juj; o sea) 

fUR(U«SO-d.+CDC *»)* ; 9. 24 ( d, LH. J°8Hz), 
8. 2-7. 7(o. 3H). 7.6-7. 0(a. 4H), 6. 74 (dd. IH, J= 
5.7Hz). 4.90<d. 1H. J=18Hz>. 4. 69 (d, IH. J=18Hz). 
4. 13(d. lH.J=llHz). 3.9Ud. lH.J*llHz>. 3.29 
(dd , IH, J=7, MHz), 2. 38(dd. 1H. J-5. 14Hz>.2. 19 
(s.3H) 

HS(o/e); 4 4 0 <M*+ 1 ) 
$20! 6 

ffc£&e2.4 9g (5. 7a oo!)0fc*TH F 
3 0 o i fc« IC „ p-Uny^il/t-i^D'J 
K2. 7 0g ( 1 4. 2 ■ ool) Y U x* *T % y 1.97 
ol ( 1 4. 2» ool)* J;tfN,N-f> f ;vt w tr 
r;^0.6 9g (5. ?■ aol)***, SAV-ft 
«#Lfc a KfcES&ICTHF I 0 0»**ftl£ 
• T;u* 'Jfcfr Lfc„ *«*MffTlC 



HBJB363-295588 (35) 

j»fe»*tt<fc£fc f 1. 1 1 g (3 3 96) *®tz 0 

2 0 7 - 2 i 0 r 
NMR (OHSO-d. + CQC I ■) 4 ; 9. 24 ( d. 1H. J = 8Hz). 
8. 15-7.B(n, 3H). 7. 65-7. 2 (o. 4H) . 6. 62 (dd. 1 H. 
J=5,7Hz), 4.95(d. 1H. J«lOHz), 4. 80<d. IH. J-10 
Hz). 4. 45(S.2H). 3. 05 (dd. IH. J=7. 14Hz) . 2.55 
(S.3H). 2. 36 (dd, IH, J=5. 14Hz) . 2. 12(S.3H) 
MS(o/e); 4 2 2 CM*-167 (OTa)) 
7C*^Wil C H N 

(%) 66. 77 4. 59 7. 08 
(%) 66. 74 4. 45 7. 26 
IR(K8r> 3430, 1870. 1640. 1595. 1460, 1175, 
745c-' 
£30! 7 

fb£«J f 5 9 4 «g ( 1. 0 » aol), r JMb* h 9 
HI 30ig (2.0b boDODMF 6oi 
Sfi-C-ftfcfcLfc, ECSStoKTHF 5 0 



«SU, fc«&»*tt0<fc6fcg 4 0 5 n 
(8 1%) *»fc 0 

ISA 2 1 8 - 2 2 3 C (THF-> 9 / - *) 

N*R(DMSO-d,+CDCi 3 ) ; 9. 31 ( d, IH. J=8Hz) . 
8. 15-7. 2(». 7H). 6. 87(dd, IH, J»5. 7Hz), 5.00(8, 
2H),3. 99(d,l H, J=l3Hz), 3. 56 (d, IH. J = 13Hz), 
3. 21 (dd IH, J=7. MHz). 2. 37 (dd. IH. J»5. 14Hz). 
2. 19 (s. 3H) 

HS(o/e) ; 4 6 5 (M* + 1 ) 
IR(KBr) 3430. 2100. 1670. 1640. 1590. 1460. 
745c " ' 

8 

<l£tog 2 3 2 «* (0. 5- ool), UMTUF 
7oi*ttlC.**<fc>J**AT*t-*Al 1 4 
ig (3. 0« fl>ol)*ao;U 2 B*Rfl«tf Lfco 

JSJ5fi^«5lCTH F 3 Oof *J|Q;U * 5 4 



«KLT\ &«fett*ttCDft£«5 h 6 8 mg 
( 3 1 %) *&ito 

> 3 0 0 r (/ 9 J -*) 
NMRfDMSO-d.+COC* ,) 4 ; 9. 21 (d. IH. J-?. 9Hi), 
8. 1-7.7(«.3H>. 7. 55-7. 25(o. 4H). 7. 00 (dd. IH. 
J-5.2. 7. 4Hz), 5. 04(d, IH. J-17. 5Hz). 4.97 (d. 
IH. J=17. 5Hz). 3. 25(dd, 1H.J=7. 4. 13. 6Hz). 
3. 13(d, IH. J»12. 9Hz). 2. 88(d. IH. JM2. 9Hz). 
2. 12(8. 3H). 1. 91 (dd, IH. J«5. 2. 13. 6Hz) 
MS(n/e) ; 4 3 9 <W + 1 ) 
IR(KBr) 3440. 1665. 1640. 1590. 745a-' 
9 

K - 2 5 2 > 2 g (4. 2 amol) *THF 1 0 ro 1 

«* 2 ttftdm**«Tia*ft^ 

7 7 < - (* o a*,uz>) |Cr«©L. <t£& i , 



-909- 



2. I 2 g (9 4 96) LTfcfco 

NHR(CDC£ 3 )(J ; 1.76(8, 3H). 2. 03(dd. 1H. J»5, 
14Hz). 2, I6(s. 3H). 2.56<s,3H), 3. 86 (dd. 1H. J«7. 
MHz). 3.98U.3H). 5. 07(s. 2H). 8. 93 (dd, 1H. J= 
5.7Hz), 7. H-7.66(o. 5H). 7. 80-8. 00 (o. 2H) , 9.02 
(d. 1H. J=8Hz) 
1 0 

£M B Tfi'snStt&ft K 1 7 0 0 «w<2.9 
mmol) OfR*THF5 0 6 0 96 

MJ!)A 2 2 8 « (5. 8oaol) *ftl 
££T2. 5 Lfco SJ6««*H • t 

f!*y*4?AM»>^»74 - ( 9 o o * 

US® K 8 8 4 ig ( 7 3 96) *®fcc 

ttA 2 9 2 - 2 9 6 t (4>fl> 

NMR(DMS0-d.) * ; 9. 31 (d, IH. J»7. 5Hz). 8.1- 
7.75(o,3H), 7. 55-7.3(o. 4H). 7. 22 (dd. 1H.JM.0. 
6.0Hz). 5. 00(8. 2H), *J3. 35 (dd. 1H). 3.29(d, 
lH,J=4.4Hz), 3.03(d. 1H. J-4.4Hz). 2.46U.3H). 





IC.o 


. «/ol 


3 


0. 1 


7 5 


4 


0. 0 


2 


2 2 


0. 0 


0 6 


2 4 


0. 0 


0 9 


2 5 


0. 0 


0 5 


3 5 


0. 0 


5 6 


4 6 


0. 0 


2 1 


4 7 


0. 0 


3 1 


4 9 


0. 0 


3 4 


5 0 


0. 0 


1 7 


5 7 


0. 4 


5 


6 1 


9 




K - 2 5 2 


0. 0 


1 6 



2 

ft&mi£to ( I ) (Ok %9 * >toft®®KR 
ttfil 50-1 80g<O77^fei-f^ 



mm 63-295588 (36) 

2.00(dd. 1H. J-1.0. U.7Hz) 
MS(o/e) ; 4 2 1 (M*) 
• Ml 1 

1 096fcKo*i,roe*-fc;uu-*»«*{fc 
6«!44, lOOg, ?LS40g, 

ififcL. 6 0 fP^flti, l 6 > 

^Ttt&C £ r, 8«ftTMJH(170«*)£fcO 
l 0 0 w©<t£!aM4*£t/fi)H*84o 
I 

ft*W<fc&«5 (I) OC-4t-^ffl*fitt^, 
7. Nishizuka £©#fe [J. Biol. Che*. < 257^ 13341 
0982)] IcatTfflSLfco K»ft6«5©««* 

s*s?g{t*5 o 96B*r5<b^«5«a 
(ic.) **»a:o iem^$3*ic,T-rp 

$ 3 X £lifctt£«!©C - 

iMiinol.. 1473 (1975) ) IC*UTftRLfc 

C^WiSlffl (oast cell oediuo) (MCMi 

«£> t§& : 1 5 0 mM NaCi . 3. 7 mM KCi , 
3 mM Na,HP0. . 3. 5 m M XH.P0« , 1 mM 
CaC*,, 5. 6mW/^3-x, 0. 1 96 ^ Ittt fll T 

1 0 U/ai ^^'1 ^) ^ 6 m £ /animal 

3fc#>fcaffi«*4T:. 1 0 0xg"?5£MiS£%£ 

ttfc* &ftica«©;k?&Mc M^in^r 3 

U ft*fcl (CUE 3 x l 0 * cells/ 

"ii^in IC*eiS#ja£ (peritoneal 
exudate cells , PECtttK) *2SKLfc e U 
E«W»a©^Sli 0. 0 5 96 Y >M 'Jvlfr- 
TfflfcrtEtt*lfcfeT*££ICJ:r){7ofco c© 
J: -5 IC LTH/i P E C loi*37t. 1 0 #Rfl 

yM^aA'-ufcit, «*©*&©«*£ 

7*X7rff^-L-tijy| D0^g/d 
SJiC/n i; y A 1 0 0 0 u g/m£ tn 
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»RSB3 63-295588 (37) 



4 r . i i oox g T?i o»wa^ 
#«LT_tft £»«**§*:<, ±ft*«ttf ttft© t 

* 9 % vMli/Jx«(o^& CT 27. 67 

(1978) ] Cttlr*«*tt-CM£Lfc. t * * < y 
&tt*liiajS©*8 t x * * vMICtf-f *±ft© t 



*tttt>!E!lft (X) = l 



1 x 100 



&*sj 4 



m 4 * <t$tm<t&to (i) otxMy»a 





IC.o. ng/oi 


4 9 


12 


2 4 


2 0 


4 4 


1 6 


5 0 


I 7 



%(*0f 3 

*&!AIC J:0&*n*:<t£1t5©!Bfc£Wffi*fc 
5 »C*t, 

(1) MC F 7«H5&£fffflStttt : 

KJUftft 1 0 *ig/oM y ^ » u > 1 0 "*Mx x ^ 
7';t-;^^6'RPMI 1 6 4 0 fcttTM. 5 x 
1 0 'fH/njIICflajaL^MC F 7 ffll&*0. 1 nir 

t^ttttiryr^^o. 0 5niroftj^$ 0 7 2B* 



L. PBS (-) T-EftfrtiK *rt*ttig«!* 
0. Iniro^O x;MCj)D;l&«j!fx4 
*-f*|T37T:T, 7 2 *SRfU8*f* 0 igf*±ft 
*£±8K 0. 0 Z«- 3 -M^Uv K*£C£ 
*«*0. l(oiros->x;ncfti^ 3 7 tT, IB* 

0. 0 0 1 NlfiBt/3 0 %*9 J -;i>T»fe* 
*tttt*. ^Oo^i/^ U - 0 550 

^■e«ia t^asaosiR^tttt-r 6 c £ ic j; o . 
«BS&©i&**5 o%H*r6afcft***diu 
-en* i c.iti, 

C2) H e L a S »tt8a£tf : 

A ft ft 2 mM? , Ji'* i >*£t/M E MfcE"? 3 x 
l0 4 iH/ml|ca51L/rHeLaS ,18181*0. 1 



(3) C 0 LO 3 2 0 DMfiBBS£tf : 

9 6 ft 4 ^o^O-ru-MC, 1 096* 
ft&HHaft 1 0 0 u/nl*<- y 1 0 
X Y V>7Yv4 >/y*&VRPMl 1 6 4 0 
J6"C 1 0 '{S/alfCfflKLfcCOLO 3 2 0 DM 

®&&*o. 1 miros* x jncfl&r So jarcut 

a Lfcwiao»Ba»*iber 4 c i ic j: o ffliao 
««* 5 o Kasr 4£to««**tti l, tn* 

$5$ aaftdftoaaswRfttstt* 





IICF7 


HeLaS, 


COL03200H 


3 


0. 1 3 


0. 0 1 


0. 0 5 


4 


0. 9 5 


0. 0 7 


0. 1 0 


24 




0. 4 8 




25 


0. 8 4 


0. 4 4 




47 


0. 5 0 


0. 2 3 


i. 0 


50 




0. 2 8 
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5JB3B3S3-295588 (38) 



57 


I. 2 2 


0. 5 4 


i. 5 8 


61 


5. 9 6 


3. 8 9 




K-252 


0. 5 1 


0. 2 


0. 2 7 



<»:%ft*«J> 



*»wc .tntfftsis (i) * J;c/-e©»Ji« 
icsfss titanic - + + -<H*stt, ffit* 

»»mWA (102) BfcH»I*»5C£a: 

jo a * * 




©int. a/ 

// A 61 K 31/55 ABE 

ABF 
ACB 

(C 07 D 498/18 
207:00 
273:00 
307:00) 

@3& m m . ffl s © #3s;ii*Kwm»iBe^w3-i2-i5 

@2£ SB * * # K - SDStSSElBSSR® 2 -11-21-706 
©H IS m « * * »B»K3([aS««rT±WF203- 5 
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¥ tt M IE * (aft) 

* fr ft S » '~ 
■Bfc 6 2 ¥ftftUff 3 2 7 8 5 8 9 

2. ft n o « ft 

4J!f5tt«sKK - 2 5 2 

3. fc8 2E*f S# 

ft««9 I D 0 

tt Rfr ftfflK*^lr-T@ 6 * 1 ^ 

£ ft (102) tt*lBftX£ftA&tt 
(TBL :03-282-0036) 

ft** mm* 

ttflM „ ^ 
(2) §810*$ 8 Hl3f?a r 800 (1981) \.¥-- r V« . 





»Baog 63-295588 (39) 

(1978)j ICSTEfio 
(4) ra*3*9E3ft@ rta£(2«£**c>tt j * 

Yd*Tt^'/T?ii/a>) j icsriEr 4 0 

(6) 1^335 645 6 fta, 8 fTSi'J:aiOftB 

r Z#j * rx#j KtTEf 6 0 
M 3 3m77K<fc£ftNa 9 EH0ti> R 'CDfll 

f NHCOn-P r j * TNHCOEtj CIT 

Era, 

(fl) 5*£77Mft6(ftfcll*JtCM2® R «©W 
rNHCOn-Buj tfNHCOn-Prj 

(9) P]*tBlQ0llTfr * 5 ff- 4 ftS 

r 3 8. 4 eg (0. 8fflnoI) rg, 6 ig (0. 2 naol) 
IClTiE*r 6 0 



5£ 




y t k o> y f )v x fetor ju j * 
^ * ;u 7 * - ;p y ju, - ho. /da, {£ t 
l£ar^3*'/, — NR * R * (*<K R* XXVR* 



fi»T ju* Ju*fc |*|&£T*£*J3l*£&K:ffl* 
a*«lJt6ST?*5) . -OCQOR^**, R'l*<£ 

T**> *fcli-0C0NR»R' <*<K R'fcJitfR'li 
^gfii^aT?ifc4) *SfcL, R s li;k*> «S, 
&tft T y 4 ;k * ;i"<* 4 jut A: lltetft T ;u 
* n>*&t> L, Xlit Ko*'/>f ;k * A i 

7^* jut K 5 i>y /MUtf-ju. — CH= N - R f 

RMlt Ko+jf, A jfc/<* <ib7 W, 
-NR'R 1 <5t<K R f *JttfR'l*fflI2&iq*-?&&) , 
7 T — is j %tz\t 2 — 4 ^ , /'j;i'7?;Tf*5) 
— C0NHR 1 0 (A*, R ,( liar-7 WROT^ 
S^Mi<SI5"eA- 3 T > 1*7 * y »<DA 
Ji'S li &tt T ;u 4 n t ft U < y i/ * V x 7s f * it 
*nT(,>T b J:V^)>-CH,0C0R ,, (i4', R" li a 

t s y h © r ? y s f* ^ ^ ^ ^ * * a # ^ 
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5t<K Z 12 



-0-T VCH,OK 




T * f- Jt<* \t Y <f 7 ^U* a 7 -t -J- 6) T 



- QCNHCHi- * fcli-0-C=N-CH a - (A*. 

* /r l*te»T iU3 * A »<D%&. R ' * 

R • UXOR' ®rt'J>*I < <t *> 1 -31***0*0 
g-e& P, :g)f*jR' fc^R' *;)c*-gR a # 



HBaiffl 63-295588 (40) 



-914- 



This Page is Inserted by IFW Indexing and Scanning 
Operations and is not part of the Official Record 

BEST AVAILABLE IMAGES 

Defective images within this document are accurate representations of the original 
documents submitted by the applicant. 

Defects in the images include but are not limited to the items checked: 

□ BLACK BORDERS 

□ IMAGE CUT OFF AT TOP, BOTTOM OR SIDES 

□ FADED TEXT OR DRAWING 
(^BLURRED OR ILLEGIBLE TEXT OR DRAWING 

□ SKEWED/SLANTED IMAGES 

□ COLOR OR BLACK AND WHITE PHOTOGRAPHS 

□ GRAY SCALE DOCUMENTS 

□ LINES OR MARKS ON ORIGINAL DOCUMENT 

□ REFERENCE(S) OR EXHIBIT(S) SUBMITTED ARE POOR QUALITY 

□ OTHER: 

IMAGES ARE BEST AVAILABLE COPY. 
As rescanning these documents will not correct the image 
problems checked, please do not report these problems to 
the IFW Image Problem Mailbox. 



